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7. BXXIE%, Hlde 2-FRARTE, 28-—(Z AT A)4-EHk T a2
AE -FEARTBET R TR, £430C)H¥ZIER T AT A4
HBHL 1 P, dteiZkidh, T2 X X4,

BBFE2, HELHG A7, XEF kR EMERF E. ¥B-ALR
B-NH,-WANG #BA R TR T HXFA X XI b4, #lde 1-RAFTE
A 35 ZRFA-FABR = CBRELAMENPLE, HiaktisAwE
sk, K. 10% KB S KRIERF R T huokik. EERHE 6 AR Y
30 44F. REMN 1-BKX-T-REFHF =, —FAAK - EEDIC).
N[(9H-%-9-& F 83 )# A |-L- & KB (Fmoc-L- & 2B fe — 7 AL T A RE.
g ARG, BdATR TRARZH —FATREEAGRE NARP L
H. A5, EZRTE(TFA)F R FIuay Rk 7 Bt Be B4 49 30 947
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AWERGE Fa bt TIRE, WMAFHBETKABMDIPEA). DIC A= 4-—F
AR, WL RSYITFRELELY. FEX -1 10o4h.

R 3, RHERAEE,RG] 1927 FHET X 1-3 # -4 (LW es 414
BRITER I, ¥ 11144, bl
(39)-3-(3,4-—F-F H)-1-2-F EE-B-1- A FH)-[1 4 = RELFHKEH-2,5-=
B, (RS)-1-(3,5-=-Z= A F A-F 2£)-3-G4-—F-F ) [1,4] — R LT A
-2,5- Z B R F (RS)-3-G4- = R-F H)-1-(B-1- A2 FR)-[14] = R 7 ks
2,5-FET T ATEEE, RELAEERTRAKKMNGT HibEiER,
B RERERE, AN (=FEERL)BBERAV). BHIZR LR, K
EmANARR G X VI 698, B2 X 14 08, 5 —FFEEX 140098
FEA, X115 Lawesson KA R, #iLE &S5 PI1FH—
FARBUE 4o LB m NAE B S BB, FRB AT 69 X 14 LAY,

Bsh, BB AR 3, BLEX IVAAYE X V @ BAT A B  EAEX,
I3 4ta#. XV F# R Z-(CHy),CH; 34 £ H-(CH).NR),, £% R2Z
KB E XA En £ 0-3. ZREAY 50C T84T,

HRBE M 7R 4 FFX N5 A, T4 28-36 MR TigFik
TR, B XXI A, Hl3r 9-F FEHEA L I4—REAEBRESL F -
R FE. NMM Fe BOP-Cl #3538 F . R, AmAX X 10A4, #lde 3-3,5-
SERATRAFARL)- AR TE, F2X XX L4oY. AR
ABAC BT, EX XX AW 1,2- =R CHEER T A5 64
B, 152X VII &4, REWLA TFA. NMM. EDC #= HOBT R4
AAR X 1-5 A%,

BRAR O It Fo AR E LR ARAR RARGF R, ETEBTHA
. THEREANRY R %, CTXESANBHRGE, LM
PIR B, FORBH . AR, AERE. A, TR, Dk,
JIGBEL . FARE S . s P RSB E S,

Yo @ AR, X 1 SR TE AR LA A NIEGEEHE,
RELZR, REANSHRAGZHK | (NK-1, P HR)SIRAIRA.

ARE T @RS HATT L.
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VARIANK AR (T2 Semliki # & F4 F %) 3 PHIP 49/ (437
&&MMWﬁﬁmMCHOm%¢wANm%w%%ﬁ%mé%ﬁNm
ARG F b, £ 6,4 BSA (0.04%). ERAE(S pg/ml). MnCl, 3mM)F=
FEBL—FK(2 uM)#) HEPES % 7 3% (S0mM, pH 7.4) % #4745 A K8, 45 4viX
B 250ul BLEFR(1.25 x 10° AN @R/BZE). 0.125u BHREANGE AR
%nxmﬁmpﬁﬁﬁﬁom£y7#%ﬁ%%%%%iﬁﬁﬁﬁ,%%ﬁ
REEZB TR 60 D45, AATT, HiX5 kS Pt B LA
PEI (0.3%)i% 8 60 %4741 GF/C % 2%, 5/ 2 x 2ml HEPES % A& (50mM,
;ﬂ%@%%cﬁﬁﬂ%ﬁ&%%i%%iﬁ%%ﬁ%&.%ﬁ%ﬁ#&i
J2RIBS R F — X =it AT

A pKi 7 X4t 69 h38 1084 89 NK-1 %4k FE F b4 8.00-9.00.

TARAEFT F bbb o4 4 1o 75 1 42 -

LA 5 PKi
26 8.15
24 8.25
17 8.27
23 8.36
21 8.41
16 8.42
15 8.49
20 8.61
19 8.76

AT A BT 25 0 Bohm &, 3k =T 45 ol 35 4y 3 3 6 7% X R Ak 264
BHFRTO AR GRA . BEA . RASLABRE. 5. LA
i%%%ﬁ%i%u&%ﬁoﬁ&?ﬂﬁuﬁm%iﬁﬁﬁ%%%,i%
VARSI XAE B sy,

A 1AW BT 25 F BAn i 3k T ) 35 b M 04 . R AUSAT AL T ]
MmIEERA ORA . AEH AR Sk AKX EBRBA, TR

3
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. ERRDRAATEY. BE. BIEMRILES, ATHEAR. 4
SF) Fa Bl AR AL £

KA ETRB A A, Bliotidih, . . FEAfFRA
3B,

ATHE&5RAERGETRENE, oK, ST, B, 4
. KHEF.

ATEHRGETBREMNZE, ik, B3E. Z0BE. Hib. b
¥.

FFARNGEERENE, R RGRELGH. . B, FE
hRHRIARS TS,

sl HAPRT OB AR BN A, BEHN. LA .
R, HEF. FEH., RESFEENL. SN, BEN A REH.
CAET AR ECEIFTF LA B W,

FETEREGREN TN, BREFSAMMEZARAT, SREEST
MRER, EORLHHHEALT, FOHE—MKETH% 10-1000mg X, I 14
e, 25 E R, HFLTRET LR,

T 5 AR KA ARK ARG ALA. A RESUEEE

%$°

L 1
(38)-1-(3,5-=-Z A F A -F K)-3-C34-—R-FA)-[14) = REFEH-2,5-=
R
2) 3-(3,5-=-Z AT A-F R AK)- A B T B

12 641mg (Smmol) A M B T B8 6§ TEFER F M 1.22g (Smmol)-=
3.5-Z R T E-FRE. Bimiamss 70CHIE 24 BB, REAF, HieY
2Pk EHLEI(SIO,, B kB TBk=1:1), 33| 1.255g (67.5%)% & kiR
AR M.
MS m/e (%): 372.2 (M+H", 50), 316.2 (M-C4H>).
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01809933. 5 oM P E15/29m

b) S-3-[(3,5-=-Z AT EA-FH)-Q-RTAHE A RA-3-CG4-—RERX)-ABL
)R- BT BS

% 335mg (Immol)y# T A A -L-34-—RAEARBAE Sml —K T+
s FMA 202mg 2mmol) N-F A "GokA= 255mg (1mmol)=(2-&.4X,
SRR BB, FFERAA TR ZRAMBIF 15 248, REmA
371mg (1mmol) 3-(3,5-=-=Z & F AR-FERAL)- A B T Bz oM
FIRBF 2 D, AKGmI), SBHAE, KEA-RFTRERBHAL,
HEFNANETRIFEAL. BAWBE GBSO, &hlk/ Tk
=1:1), 73] 454mg (66%)iFH1L.44.
MS mv/e (%): 688 (M+H", 100), 690 (M+H", 40).

¢) (3S)-1-(3,5-=-Z A F A-F 5)-3-C4-—R-F A)-[1,4) = KA R EK-2,5-
—Bq

1% 344mg (0.5mmol) S-3-[(3,5-—-Z A FEA-FH)-Q-RTEHZLEL
-3-(3,4-=FAFK)-ABLA)-RA- AR T B/ 2ml =R F 55 49505 P e
A2ml ZRCEBAFZRAWAETERIE 2 I, BRERLZEMNAZR T
B. AETRE, BEAHET 3Iml —K TR, A 177mg (1.75mmol)
N-F X9k, 96mg (0.5mmol) N-(3-—F £ A A )-N'-T A5 — T ik 3 Bk
#F2 67mg (0.5mmol) 1-Z R K H =vk, FKigRSMAETEH IR, 5%
BRL AW F ImAKGml), 2% FA, HAHIEZRBET IR, ALENE,
B BAE EHLAASI0,, TETES), 1335 80mg (43%) 8 & B4Rk 474
a4,
MS m/e (%): 554.1 (M+CH;CN+H", 100), 556.2 (M+CH;CN+H", 60).

5E 3645 2
(3S)-3-(1H-"3|%-3- - F 2K )-1-(2- F RA-F-1-30-F 2)-[1 4] Z KA KRR
-2,5-=F#
a) 3-[(2-F A-F-1-4-F 2)-R I - A B4R T B8

1% 0.559g (3mmol) 2-F BIL A F# A= 0.436g (3mmol) 3-RL HEERT
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SAE 6ml =R T 5L F 6950 F In N BLBR4E, iR RS WA T8 T IRIE 18
DT BRI T 5 B AR A R TR A, REASHY
ANEE, RARWBETTEEY. BRI I0C)G R T LAY
FHAN 227Tmg (6mmol) W EALLA. A 0CHIE 1 o ot. KK T,
AAIK(SOmI) F A& Z R MR LR LB ER =K, FAoHFHHANE T
(MgSO)FRERLE ., HRAMEA EHLASIO,, B kB TEE=1:1), 115
297mg (31%)AFF1LA% .

MS m/e (%): 316.3 (M+H", 100).

b) S-3-(2-\ T A A RK-2-[2-RTEHL-TH)- Q- FREZ1-£-F#).
AT BLAK)- T A )-%5%-1- F B4R T BY

£ 404mg (1mmol) N,1-= (R T EHK)-L- E KB Sml — R T+ 49
BT AN 202mg 2mmol) N-TF A BofA 255mg (1mmol).=(2-FAX-3-7%
HELR)VR BB, R EREVESARA TR TR 15 94, REM
A 315mg (Immol) 3-[(2-F SA-F-1- K F K)-RA |- AR T B, %R
SHEZBBH 2 DR, AKGMY), SEAE, KEA R FTHEER
AR, A IETRIAL. BbWBaEEL%MSIO, BinEk
LEE=1:1), 53] 454mg (66%)1-HM A4,
MS m/e (%): 702.4 (M+H, 100).

¢) (38)-3-(1H-%5"%R-3- - F 3)-1-2- F & A -FK-1-2-FR)-[1 4 — KL H Ak
$e-2,5-—BF

4 351mg (0.5mmol) S-3-2-MT AHEARE2-[2-RT A A-TH)-2-F
AR A TR)-BATBA-CAJ A 1-FHERTEAE Inl —R75
FHEERF A Iml = R OB RO WA TR 2 B, BEHFA
WCHBRTEKENAZRTE. AFTTRE, BBEAWET 3ml =&
Fho, AN 177mg (1.75mmol) N-F & sk, 96mg (0.5mmol) N-3-— ¥
AR A AR)-N'- TR = T i B 2 F2 67mg (0.5mmol) 1-2 2 F 5 =ik,
g iR A F IR HIR, B R AL RAWHF AAIKGmI), 45 &4,
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01809933. 5 oM B FE17/29m

AR ZRBET IR, REBEA G, Eidh B4 Eig410Si0,, LB LB,
2] 50mg (46%) @ & Bl AR ARA L4 .
MS m/e (%): 428.6 (M+H", 100), 450.4 (M+Na", 60).

o XK
(3S)-1-(2,8-=- = T A-robh-d- - T 35)-3-(1H-"5| %-3- - F K )-[1,4] = £,
e KR HR-2,5-— B

BRG] 2 BT ®, ESR a)FRA 28-—(C AT H)-4-Su
FEERA 2-FTRAXTE, 4856 = R4 1547884009 .
MS m/e (%): 535.3 (M+H", 100).

4 4

(RS)-3-(3,4-=R-F H)-1-F-1-4- F K- [14] = KA KR B-2,5-2 8
HRKAG) | HEGTE, SR )T RA 1-RAFARRK—35-

ERFTEFEFLESE b)FRART RHEL DL —HESSBAE

BT EHKA-L-34-— R A ARBEL, vAFE Y84 = R 5 1F47884004 .

MS m/e (%): 427.4 (M+H", 100), 429.4 (M+H", 50).

A 5
(3S)-3-(3,4- = R-F H)-1-B-1- K- F A -[1,4) = R EE-2,5-— 5

BRAS 4 K5 %, EYR )T HARTAEL L34 —RE
A REARBIR T RHA-DL-34- —F K AR, v Y 49 7 & 41247840
o,

R A CHIRALPAK AS 180 4 F4& A 513 3% 4 (RS)-3-3 ,4-— -
A)-1-B1- A T A[14) = R R A-2,5- BRI L 364 A A4, i
5 HPLC PR 21064 A 5k A 4K 469 (>999%).

MS m/e (%): 427.4 (M+H", 100), 429.4 (M+H", 60).

= #H) 6
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(39)-3-(1 H-"3] %-3-25-F 3 )-1-F-1-25- F A& [1,4] = KRR R AT-2,5-—BF

# 1.73g Cmmol, i #HF 0.86g) B- A RAEL-NH,-WANG #H5 72 S0ml =
R T BT 6 ZAA 2.5¢ (16mmol) 1-2 FEEA= 3.4g (16mmol) = LELE S
SR E ., ERAMETIRFE 18 DB, BRISIRA A @ ErksH. K.
10%BKBR R 4AKER. K. WE% . —RKF kA FTHR, F32 191g
A EERRE.

12 ZA R 45ml —RF 5A= 15ml = F 2 F B0 RA R F 64 X5
Ak 30 £-4F. R E AN\ 0.82g (6mmol) 1-#2 35-7- R 4 K = . 0.76g (6mmol)
— R AEE TR, 2.3g (6mmol) N-[(9H-37-9- F £ 5 E A |- L- & K Ef
1.5g (12mmol)=F AKX T K. RE 24 P05, WIBA-FAFELA.
ZRFK FEE, B ERFT R, ARE NARP K, TR THAIEE 40%
R FRAFBUBRERTOm) T 5. MIEA—FATBUE. 8. T
BEERIT TR, 3] 1.75g &G ERS.

FRT, BWEEMEA 10ml = A CEA 10ml —R TG RAH FH
30 o4F. IR B RS BHA R T RRAZ R, BEHHHAIER
ERSE., BAME FREHTIR, 52 0.36g 45%)0KK=H.

£ 50mg (0.12mmol)iZ Z A4 . 0.042ml (0.24mmol) =5 & & TR B8
BERF AN 0.038ml (0.24mmol) =JF & AKX — T FeAe 2mg 4-— F A R4
", WiRRAHETERE 18 PG, REELY, o 15%RM4EK
B, FRASRFREREREAY. S F0HNEZRBATRIFRER
%%, 133 43mg (90%)K & & B4k,

MS m/e (%): 398.4 (M+H", 100).

L] 7
(39)-1-(3,5- =-Z T 2 -F 2 )-3-(1H-"3] k-3- K- F 2)-[1,4] = K2 30 & A
-2,5-—BR

R IEH) 6 R FH i, A =35 Z R F A FABKRE LA Tt
VARE & 64 7 B AR 4 .
MS m/e (%): 484.4 (M+H", 100).
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kA 8
(3S)-3-(1H-"3]"R-3- 3 - F 3)-1-(4- F BAE-A-1- K- F ) [ 14 = R E5
-2,5-

R LAY 2 WEN Tk, ETRa)PEA - FERARTREKSE 2-F
FARTE, 248465 R4 B4,
MS m/e (%): 428.5 (M+H", 100), 450.4 (M+Na*, 50).

LB 9

(3S)-3-F - [b]E-3- - F H-1-F1-X-F A1 4| = KB ES-2,5- =5
BREXG 1 FE, AR a)PHEA I-RAFERRE—3,5-Z £

VR FBIFEAETE b)PARTRHEAL-3-F R X A ABAAR

TEEX L3 4-—REREE, 8L 62 245345814009,

MS m/e (%): 415.3 (M+H", 100), 437.4 (M+Na", 70).

FEH#4] 10
(3S)-3-(4-R-F H)-1-F-1- - F A [1,4) = RI K 1p-2,5-— B

BRERY 1 WA T, AR aPEA 1-REAFEARKRE=3,5-
ZRATE-FTRALETRE ) FPEARTEELA L4-REXARBARAERT
FHA-L-34-—REA KB, A48 6= R 5 IFA47A Y.
MS m/e (%): 393.2 (M+H", 100), 395.2 (M+H", 60).

gt 11
(38)-3-(3-F-F H)-1-F-1-2-F 14| = R A KR L-2,5-— A

BRI | Bk F ik, ETR aPEA 1-REFTEEREKE—-3,5-
ZRAFTA-FEFLEASTE b)PRARTEEL LI-REARBRERT
SHAL34-—REAREL, AR H 6= 454784004 .
MS m/e (%): 393.2 (M+H", 100), 395.2 (M+H", 50).

26



01809933. 5 oM P ZE20/29m

F 3] 12
(3S)-1-(4-R.-3-Z A F £ -F £)-3-(1H-"3 R -3- 2 -F )| 14| = RE K EE
-2,5-—FF

BB IS | FENFE, ETE)FEA 4-8-3-(E AT H)-FaEAA
#H35-Z AT FEALETE b)FRA NI-Z(®&T&HEK)-L- &4
BRAREB-RTRHEE-L34-—REXAAB, AR & EHFIFMALEY .
MS m/e (%): 450.3 (M+H", 100), 452.2 (M+H", 30).

FEH] 13

(RS)-3-(3,4-=R-F 2£)-4-F F1-F-1-F-F X1 4] = KEFE-2,5- =
EEEREREAAT, 42 214mg (0.5mmol) (RS)-3-3,4-=R-F#H)-1-%&

- TR L) SRR IRER2,5- A 3ml = F A T BUE P 495 P Ae

A 26mg (0.6mmol) 55%SALHEF Y T &ER. BARERERE S

20 54FA), A 106mg (0.75mmol)B F i, ¥ REAAT, HZR RS

MAETBRBER, AERRLENE, MAKGm)FKiZREMA LET

BE IR =K. WA METIRMeSO)FRE. RAWERAEEELHM

(Si0,, TERTER), 453 129mg (58.5%) @ & 4 db R F7 164 .

MS m/e (%): 441.3 (M+H", 100), 443.3 (M+H", 50).

F 4 14
(RS)-3-(3,4- = R-F 2 )-4-(2-Fyobk-4- K- T3 )-1-F-1- K- F A-[1 4] = KR
B gE-2,5- B £k Bk 3

BB A 13 B F%, B 4-Q-8 T RA)-"DokFo b5 ey b4y
KRABRTIR, REHMAREEE, A48 Y6~ 25 F4748140404.
MS m/e (%): 540.3 (M+H", 100), 542.3 (M+H", 70).

4] 15

(39)-3-(3,4- = F-F H)-1-(2- F & A-F-1- K- F X)-[1 4] = RE K EI-2,5-
— AR
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BB LA | #R ek, AV R a)PEA 1-RA TR 2-FARE-EK
A 35 Z AT AT, A8 S e R EFARES Y.
MS m/e (%): 457.4 (M+H", 100).

L3641 16
(39)-3-3,4- =R -FE)-1-Q-FA-F-1-X-FX)- 14| =K E K ER-2,5-=
BR)

BREAS) 1 RN TE, EVR VA -RATA2-FAEK
B35 BT A KR, AR Y6 R B FAFAREY.
MS m/e (%): 441.4 (M+H", 100).

£HH) 17
(RS)-3-(3,4- = &-F H£)-1-2- TEA-F-1-2-F H)-[1 4] = K& R E-2,5-
Bl

HREHRG 1 BiRFE, EVR aPRA I-RATA2-TRAE
K35 ZRFE-FEBEFLESE D)FEART AFEL-DL34-—RE
ARBARBERT EHE-L-34-—REXTAB, A4S = R4 F 454404
Y.
MS m/e (%): 470.2 (M+H", 100).

FEA4] 18
(RS)-1-(3,5- —- = & F £ -F 3)-3-(2,4,5- Z &8-F 2)-[1,4] = KL K EH-2,5-
—BR)

BREAES 1 BiEH %, ESK b)FPEART EHL-DL-2,4,5-Z 5
RARBRERT EHA-L-34-—REXREABR, A4S 64 = 25134744
&,

MS m/e (%): 547.1 (M+H", 100).

LA 19
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(4S)-4-(3,4- = R -F 2 )-6-2-F A -F-1-F-F #£)-7,8-— &-6H-1,2,32,6-79
RZ&-H H K55

EXBREAAT, 4 107mg (0.25mmol) (3S)-3-(3,4-—R-F &)-1-(2-
FRA-ZI-A-FR) (1,4 = REFKEK-2,5-ZFE 2ml = FL FobEY
BF R F AN 20mg (0.5mmol) 55% SACAEE My i F o BiF k. H RiE A
B JE (2 20 24P W), Ao 85mg (0.5mmol) = (= F A EE)BRBLR. ER
ART, ¥iERERGHAEZEHSE 3 I . mAFBEB(60mg, 1mmol)
HAE BOCHLERILR., AERLZENE, MAKBESAER(GT), &
RAHR LB UEEERZ A, FEFHANETIRMESO)HRE. Ai
W21 € ASI0,, —RF I/ TEE), 133 50mg (44.2%)8 &4 5K A7
HE-H.
MS m/e (%): 481.3 (M+H", 100).

LA 20
(RS)-6-(3,5-=- = 8. F A-F X)-4-34- = RK-F £)-7,8- = £-6H-1,2,3a,6- "9
S AR-H H H-5-80

BB LB 19 FiR T ik, A (RS)-1-(3,5- == £ F £-F £)-3-(3,4-
ZRF R[4 = REFEB-2,5- = FRRA39)-3-G4-=&-F £)-1-2-F
FAB R TR [1,4] = REFELE-2,5- =80, VAR Y 64 7= R4 1347840
&4,
MS m/e (%): 535.9 (M+H", 100).

%4 21
(RS)-6-(3,5-=- = . F &-F K)-4-3,4- = F-F 5£)-3-(2-Dk4- - T %)-7,8-
—£-6H-1,2,32,6-79 § 22 -H & 2R-5-57
a) (RS)-1-(3,5-=-Z f ¥ K -F H)-3-G 4-—R-FH)-5-50K-[1,4] = R 3K
B -2 - B

4% 2.56g (Smmol) (RS)-1-(3,5-—- = A F A -F £)-3-34-=8-F 2)-[1,4]
SRBHEI-2,5-ZFAE 20ml TR 6§ &F R F A 1.01g (0.25mmol)
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Lawesson A7) -4 iz A4 £ 120 CHHE 2 I B,

AAIKQ20mI), FHZRAMA LB UBER K, FOFHANE
THR(MgSO.) iR, F2 4 &Rk, HPhREAEEBEMNFE —mKBk
253 (Si0,, T/ LER TER), 132 1.09g (41%)4FREILE-H. MS m/e (%):
527.1 (M-H, 100).

b) (RS)-6-(3,5-=- = f.F A -F £)4-34- = K-F A)3-2-Gk4-%-2
#)-7,8- = 5.-6H-1,2,32,6-79 & Ze-H F 3-5-5

42 106mg (0.2mmol) (RS)-1-(3,5-=-= £ F &-F %)-3-3 4-—&-F
A)-5-HAR-[1,4] = KA FRI-2-FE Iml T-1-BE695 % FmA 42mg
(0.24mmol) 3-"Goik-4-K-ABEH. ER S RASMAE 130CHITR, ATK
FOEF G, AAKGmMI)F Rz RS WA G TEEREIR =k, KA 64
BT RMgSO)HRE, BAMBE EELAMGIO,, =R TR/ FEE=95:5),
2] 77mg (59.2%)% % & B RKATE A4 . MS m/e (%): 650.0 (M+H",
100),

%34 22
(RS)-6-3,5-=-Z R FA-F A)-4-G4-—R-FH4)-3-%k2-1-A-FH 78—
£-6H-1,2,3a,6-19 § 2 -H % 3K-5-87

R FLH 21 R F ik, BT b)P 1A RTE-1-A- LR A 3-
hopk-4- K- A BLBE, vAAE S 64 R GRS Y.
MS m/e (%): 634.1 (M+H", 100).

K34 23
(RS)-6-3,5-=—- = AT E-FH£)4-C4-—R-FA)3-—FERAFHA78- =
£.-6H-1,2,32,6-79 £, 2« -H & K-5-50)

BREAS] 21 FhE M F &, AT R b)FPRA 2-(ZFRAEML) TELHAA
A 3-ok-d- - A BEAE, vAAR H 64 R 43 AR,
MS m/e (%): 594.1 (M+H", 100).
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364 24
(RS)-6-(3,5-—-Z A FA-F £)4-G4-—R-F £)-3-(1-F L -vkwz-2-1)-7.8-
—£-6H-1,2,32,6-9 § % -H H 3(-5-57

BB LS 21 MR F ik, AR b)FEA 1-F AR -2-FEHA
B 3-wDok-4- K- BEBE, vARE & 64 7 BB FARAIL S .
MS m/e (%): 634.1 (M+H", 100).

F 4] 25
(RS)-4-(3,4- — F-F XK )-6-F-1- & -F %78 —K-6H-1,2,32,6-9 K L-HH
IR-5-BF

BRTZAS) 19 Hid b5k, EARS)-3-G4-—R-F&£)-1-(F-1-AF
)14l = KA RK-2,5-ZFARE3S)-3-B4-—R-F£)-1-2-FEA-&
- TR [1,4] = R IR EB-2,5- B0, vAAD Y a4 | EAE AL
MS m/e (%): 451.3 (M+H", 100).

E 24 26
(RS)-1-(3,5-=-Z AT A-F %)3-34-Z£-F£)5-HA T RE (1,4 =&
KA RA-2-FR H BR &

AEZEFREAAT, 4 160mg (0.31mmol) (RS)-1-(3,5-=- = R F &£ -F
£)-3-(3,4- = R-F H)-5-FAR-[1,4) = KK R SE-2-FAL 2ml —F X Ttk
T 69 & F R ¥ N 25mg (0.6mmol) 55% SACARES Myid b 44 BiE k. AR
FRERIE(H 20 247 A), mA 106mg (0.62mmol)=(= F £ £ ) BBELA..
ERAAT, ¥ERAERSMWETERIE 3 Do, A& EOImg,
1.25mmol)3F & S0C@ L HF IR, ATZRKBEMNE, WMARBESER
(Sm)FHZRAW A CELTEEFEIR =K, 4 F A HE T RMegS0.)FHF
REE. BRAMBAE GBSO, =R F I/ FE5=95:5)312 /4 HCl #) T8
RAF LA B, 3] Somg (30%) & &4 FRAFHILE Y.

MS m/e (%): 554.1 (M+H", 100).
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% p 27
(RS)-3-(3,4- = R-FR)-5-Q-—FRARA-T A T RS- 1-B1-£-FH 1,4
= R IR R A -2- B

B EZHp) 26 LW F &, B 2-—FERA-TERARBRE, U4
4 &G - R R AT .
MS mve (%): 497.2 (M+H", 100).

st 3645 28
(39)-1-(3,5-=- Z AL T A-F 2)-3-34- = F-F H)-d-oto2 43 - T [1,4] =
R EI-2,5-— R
a) S-3-[[2-R&-3-G4-—H-FX)-ABA]-Q5-=-Z AT EA-FX)-R4)-A
BRAR T 85

4% 4.56g (10mmol) 9-37 35 F FAH I -L-3,4- — KK 5 KB S0ml =&,
AL F 695 F AN 2.02g (20mmol) N-F L Lohk e 2.55¢ (10mmol) =(2-£,
R3S R BRI FZ ROV ER LA T ATESIE 15 547, R
BN 3.71g (10mmol) 3-(3,5-=-Z R F X-F A RL)- A B T B (A%
4] 1 T a)t R AW E TR 2 I i, AeAKGOmI), 5 BA M
B KERAZRFREBRALR, $EFHANETRIKRL, BLMsE
EIELEI(SI0,, T/ LB TES=2:1), £_FTAFBAET, A 10ml =T
BEHEZREDAETEHRIE 3 I, ATRE - TFTATBEA LK, &
RHZEEBLASIO;, TBTEIR=99.5:0.5), 73] 4.82g (82%)% &
RIFAILEH .
MS m/e (%): 588.4 (M+H", 100).

b) (35)-1-3,5-=-= # F HK-F X)-3-3,4- = R-F A )-d-rt"R4- 2 - F 2-[1,4]
TR AR RIR-2,5- B

£ 393mg (0.67mmol) S-3-[[2-8H-3-34-—F-FX)-ABLE]-(3,5-=-
ZRAFTA-FR)-BEA-AERTEN 12-—ROEERT MA 71.7mg
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(0.67mmol) 4-71t7% F 8. 80.4mg (1.34mmol) LEF= 198mg (0.94mmol) = T
BLEA M A ALsh, ik R E TSR, e A ER S 485 (Sml),
BRAMA R FRERZA. FEAH A NEFIHRMSO0,)HRE, %
2| 370mg F &89, FHET K FEAmDFZ S LER(Im)ERAER T,
KZ B RA AT BB 2 I, BAERLEMNFZRTR., A2 TR
&, BHEAMET Sml —RKFEHAA 220mg (2.18mmol) N-F Dok,
105mg (0.55mmol) N-(3-—=F A& KA A 35)-N'- T 28k — T B 3k 8 3k A= 74mg
(0.55mmol) 1-E LK HF =wk, WigRAYETEHIITR, HIEELRE
¥ AANKGEmI), 55 A, AIELBRBETR. RLEHNE, ZbeY
24 &L 0(SI0,, —R T/ FBE=95:5), 3] 158mg (48%)# & B4k
FREAA Y.

MS m/e (%): 603.9 (M+H", 100).

F 4] 29
(RS)-3-(3,4-—F-F £)-1-2-F & -B-1- K- F )4 3- K- FHE-[1,4] =
R IR FEAE-2,5-—BF

B LAY 28 #ikMyHiE, EFVR a) PR O-FATFTELAER
-DL-34-— KR ARBAE 9-HAFARAHKA-L-34- /KX B KM H L4
A 3-[2-F E&A-B-1- AT R)-BA-RBRRTBRASE 3-05- - AFAF
EER)-RBERTE, EVHE b)PEA 3- R FEARE 4tz FE, viig
8 b - BB FARARA Y.
MS m/e (%): 548.1 (M+H", 100).

x4 30
(RS)-1-3,5-=- = R ¥ £ -F )-3-3 4-— &-F 2 )-4-(1- F k2 -4-3)-[1,4]
ZRAE IR A-2,5-— B

HREAY 28 WA T E, AR a) PR O-FRAFRAKAE
-DL-34-— R XA RBEARE -FAFARAEA L34 —REARBKH; LA
Y b)Y F AL 1-F -4 R B 4-oibmg T ES, A48 & 64 7 % 443478040
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.
MS m/e (%): 610.0 (M+H", 100).

%34 31
(3S)-1-(3,5- - Z A F A -F A)3-G4-—R-F )4t 2- A -F A -[1,4] =
R AR EI-2,5-—BR

B LAY 28 #LM Tk, EFEKb)FEA 2R FEBEARE 47152
FEE, vAARH 69 FHFIFEASY .
MS m/e (%): 603.9 (M+H", 100).

FE B 32
(RS)-1-3,5- = Z R F £-FH)-3-G4-=R-F H)-4-2-4- 38 F K-[1,4] =
KA FEI-2,5-—BR

BREAES 28 BRENFEH, EVR a)FR-A 9-FAFARAEE
DL-34-—FRXAEBARS 0-FAFEAHKK L34 —KEXRELER, A
4 o4 = R4 FFAFAA D .
MS m/e (%): 603.9 (M+H", 100).

&4 33
(RS)-1-(3,5-=-Z A F £-FH)-3-Gd-—R-F RA)4-nbmg-3-£-F H_[1,4] =
R R IR-2,5-—FF

BREY 28 HEMFE, EFVR ayFRA -HAFTRAEE
-DL-34-—f K- R BEBRA 9-H A FEAHKA L34 —REAREBMFLE
T Y b)F A 3-tse FEERA 4-okor FEL, AR & 64 = R4 IF AR A9
MS m/e (%): 603.9 (M+H", 100).

4] 34

(39)-1-3,5- =-Z R F A-F X)3-34-—R-F X )4-(1H-st e 3- K - F
B)-[1,4] = R4 KK H-2,5-FA
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R T 28 WM F ik, ET K b)yF AR bk 3-FEAR vk
VB, vAAR G 6 B A FATEA S,
MS m/e (%): 593.0 (M+H", 100).

x 364 35
(3S)-1-3,5-=-Z A F A -F H)3-C4-—R-FH)4-2-—FREAL-T
H)-[1,4] = KB EBE-2,5- —BF; 2E AR 2

BB KAL) 28 Wi FT %, ETRbFEA 2-—FRAERL CBRE
4-7boR F BESTRUS R A HCI 8 TERE R LB 3, vAda & 09 % R 41347
A .
MS m/e (%): 584.1 (M+H", 100).

7.4 36
(RS)-3-(3,4-—#-F £)-1-3,4,5- = F AA-FH)-[14] = REHKAEK-2,5-=
)

BRLAS) | MiE Tk, ETRa)FTREA 345-ZFEA-FBAA

Z3S5-Z R TR FEFLESR b)PEART &EL-DL-34-—8EXA A
BARBERT AHEA1L-34-—RKEXBRABEL, A0 Y64 = R4 13471009,
MS m/e (%): 466.1 (M+H", 15), 181.1 (100).

LB A

VAFHLTr A& F 7 4055849 A A
mg/k

&M R 5
LA 45
EREH 15
CELEE Yy 34
FE PG BR4E 1

hFE 100
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54 B
& F IR IR E
mg/#i
YR 10
FUtE 155
ERIEH 30
P 5

BERAALEE 200

HFREEFRME. BRI ERBN P RS, REFLAHAN
¥ iRA. RIEBRASVHFERDIN BB, AR LH Ao, ANERE
RAMPAEN PRI EP.

%34 C
)& T 5 LB AR AL A
mg/F
AR R 15
# 7 KR 1285
&1t 1300

BEBBIA MBS P EREH AR, ¥EASBH 432 45C. M
i, BLFiAmprRESRYRFRFLEL T LK, FTRAWMA
BERTHEFARL P, #2404, REMAEL P IR B4R FisgRe
Bk 6%,
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